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Modified oligonucleotides, th ir pr paration and their use. 
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Abstract 


Oligonucleotides of formula (l}and their salts are new. In the formula, R1 = H, 1-18C alkyi, 2-18G alkenyl or 
alkynyl, 2-180 alkylcarbonyl, 3-19C alkenyl- or alkynyl-carbonyl, 6-140 aryl (1-80) alkyl. a standard 
protecting gp. of formula -P(=W)(Z)(Z') (lla); R2 = as R1 , but not a protecting gp. and (lla) is replaced by -P 
(=W)(Z)(X) (lib); R2 = H. OH, 1-180 alkoxy. 1-6C alkenyloxy (esp. allyloxy), halo, N3 or NH2; a = O or 0H2; 
n = 3-99; W = O, S or Se; V = O. S or NH; Y = O, S. NH or 0H2; Y" = O, S, NH, (0H2)m or V(CH2)m; m = 1- 
18; X = OH or SH; U = OH, SH. SeH, 1-180 alkyl or alkoxy, 6-200 aryl, (6-1 40)aryl-(1 -80) alkyl, NHR3, 
NR3R4 or (OOH2CH2)pO{OH2)qCH2R5 (III); R3 = 1-180 alkyl. 6-20C aryl, (6-140)aryl-(1-8C)alkyl. or 
(CH2)c-(NH(OH2)c)d-NR6R6; c = 2-6; d = 0-6; each R6 = H or 1-60 alkyl (opt. substd. by 1-40 alkoxy); R4 
= 1-180 alkyl, 6-20O aryl or (6-10O)aryl-(1-8O)all^l, or with R3 completes a 5- to 6-membered heterocycle 
which may contain an additional O, S or N atom; p = 1-100; q = 0-22; R5 = H or a functional gp. (e.g. OH, 
NH2, 1-180 alkylamino, OOOH, 00NH2. 0OO(1 -4C)alkyl or halo); Z and Z<1> are ieach OH, SH, SeH, 1- 
220 alkoxy, O(0H2)bNR6R7, 1-180 alkyl, 6-20C aryl, (6-140)aryl-(1-80)alkyl or alkoxy, 1-180 alkylthio. 
NHR3, NR3R4, gp. (Ill), or a gp. which facilitates intracellular uptake, serves as label for a DNA probe or, 
when (I) is hybridised to its target, causes binding to a crosslinkage/cleavage of this target; b = 1-6; R7 = 1- 
60 alkyl; or R6 and R7 together complete a 3- to 6-membered ring; aryl (which Includes heteroaryl) is opt. 
substd. by 1-3 of OOOH, NH2, N02, 1-40 alkylamino, 1-60 alkoxy, OH, halo or ON; the brace indicates that 
R2 and phosphoryl can be in 2' or 3' positions; each nucleotide has D or L configuration and each B is alpha 
or beta position; each B = natural or unnatural base standard In nucleotide chemistry, or their prodrug fbmns, 
but at least one must be an 8-azapurine base. 

Data supplied from the esp@cenet database - 12 


http://12.espacenet.coni/espacenet/abstract?CY=ep&LG=en&PNP=EP0680969&PN=EP06... 8/26/2003 


